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What Is Claimed Is: 



{ 



1. A method of I treating warm blooded animals suffering from 
psychotic disorders Comprising the administration thereto of a 
pharmaceutical^ effective amount of a biodegradable and biocompatible 
microparticle composition comprising a 1 ,2-benzazole of the formula 



Q— Alk- 




R ft* 




R 1 
R 2 



and the phannaceutically acceptable acid addition salts thereof, wherein 
R is hydrogen or alkyl of 1 to 6 carbon atoms; 
R 1 and R 2 are independently selected from the group consisting of 

hydrogen, halo, hydroxy, alkyloxy of 1 to 6 carbon atoms, 

and C alkyl of 1 to o\ carbon, 
X is O or S; 

Alk is C,_4 alkanediyl; and 
Q is a radical of formula 




A N- 



wherein 

R 3 is hydrogen or alkyl of 1 to 6 carbon atoms; 
z is — S— , — CH 2 — , or — CR 4 =c| 5 — ; where R 4 and R 5 are 

independently selected from the troup consisting of hydrogen 

or alkyl of 1 to 6 carbon atoms; 
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A is a bivaleAt radical — CH 2 — CH 2 — , — CH 2 — CH 2 — CH 2 — or 
CR'MrRy— ; where R 6 and R 7 are independendy selected 
from the groap^ponsisting of hydrogen, halo, amino or alkyl 
of 1 to 6 carboh^atoms; and 
R 8 is hydrogen oi .^yck-oxyl; 
within a polymeric matrix. 



2. The method* of claim 1 , wherein the polymeric matrix material of 
said microparticle ik selected from the group consisting of poly(glycolic 
acid), poly-D,L-lactickcid, poly-L-lactic acid, copolymers of the foregoing, 
poly(aliphatic carboxMic acids), copolyoxalates, polycaprolactone, 
polydioxonone, poly(ortho carbonates), poly(acetals), poly(lactic acid- 
caprolactone), polyorttioesters, poly(glycolic acid-caprolactone), 
polyanhydrides, albumin, casein, and waxes. 

3. The method of claim A wherein said 1 ,2-benzazole comprises 1 to 
90 wt. % of said microparticles 

4 . The method of claim 1 , wherein said 1 ,2-benzazole comprises about 
35 to 40 wt. % of said micropartfcles. 

u * 

5. The method of claim 1, whferem said microparticles range in size 
from 1 to 500 microns. 



6. The method of claim 1, wheiein said microparticles range in size 
from 25 to 180 microns. 



7. The mediod of claim 1, whereiA said microparticles are formulated 
in a liquid injection vehicle. \ 
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8. The method of ckim 7, wherein said liquid vehicle is selected from 
the group consisting of \ 

A. physiological skline solution and 

B. an aqueous Solution of carboxymethyl cellulose with a 
surfactant. \ 

9. The method of claim 1 , ^herein said microparticles are administered 
by intra-muscular injection. \ 

10. The method of claim 1 , wheitein said microparticles are administered 
by subcutaneous injection. \ 

1 1 . The method of claim 1 , whereto the 1 ,2-benzazole is selected from 
the group consisting of 3-[2-[4-fl6-fluoro-Tl2-benzisoxazol-3-yl)-l- 
piperidmyl)ethyl]-6J,8,9-te^ 

4-one and the pharmaceutical^ acceptable acM^adjdition salts thereof. 

12. A pharmaceutical composition comprising a biodegradable and 
biocompatible microparticle composition ccftnprising a 1 ,2-benzazole of the 
formula \ 



and the pharmaceutical^ acceptable acid addition salts thereof, wherein 
R is hydrogen or alkyl of 1 to 6 carbon <L>ms; 
R 1 and R 2 are independently selected frodp the group consisting of 

hydrogen, halo, hydroxy, alkyloxylof 1 to 6 carbon atoms, 

and C alkyl of 1 to 6 carbon atoms; 
X is O or S; 

Alk is C N4 alkanediyl; and I 




• 
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Q is a radical of 



formula 




wherein 

R 3 is hydrogen or alkyl of 1 to 6 carbon atoms; 
Z is -S- — CH 2 -L, or -CR 4 =CR 5 — ; where R 4 and R 5 are 

independendy Selected from the group consisting of hydrogen 

or alkyl of 1 to\6 carbon atoms; 
A is a bivalent radicAl -CH 2 -CH 2 - -CH 2 -CH 2 -CH 2 - or 

CR 6 =CR 7 — ; wlfcre R 6 and R 7 are independendy selected 

from the group consisting of hydrogen, halo, amino or alkyl 

of 1 to 6 carbon atoms; an? 
R 8 is hydrogen or hydro^yl; 
within a polymeric matrix. 



1 3 . The pharmaceutical compo 
matrix material of said microparti 




sition of claim 12, wherein the polymeric 
:le is selected from the group consisting 
of poly(glycolic acid), poly-D,L-lJctic acid, poly-L-lactic acid, copolymers 
of the foregoing, poly(aliphatit carboxylic acids), copoly oxalates, 



polycaprolactone, polydioxonone, 
poly(lactic acid-caprolactone), 



poly(ortho carbonates), poly(acetals), 
?oly orthoesters , poly (gly colic acid- 



caprolactone), polyanhydrides, albumin, casein, and waxes. 



14. The pharmaceutical compo 
benzazole comprises 1 to 90 wt. % 



15. The pharmaceutical comp< 



sition of claim 12, wherein said 1,2- 
of said microparticles. 



sition of claim 12, wherein said 1,2- 



benzazole comprises about 35 to 40 wt.% of said microparticles. 
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16. The pharmaceutical composition of claim 12, wherein said 
microparticles rari^e in size from 1 to 500 microns. 

17. The pharmaceutical composition of claim 12, wherein said 
microparticles range\in size from 25 to 180 microns. 

18. The pharmaceutical composition of claim 12, wherein said 
microparticles are formklated in a liquid injection vehicle. 

19. The pharmaceutical composition of claim 18, wherein said liquid 
vehicle is selected from the\group consisting of 

A. physiological saline solution and 

B. an aqueous solution of carboxymethyl cellulose with a 
surfactant. 



20. The pharmaceutical c<Wpo^ 
microparticles are administered by ii 



»n of claim 12, wherein said 
■muscular injection. 



21. The pharmaceutical composition of claim 12, wherein said 
microparticles are administered by Subcutaneous injection. 



22. The pharmaceutical compos] 
benzazole is selected fronjt 
3-[2-[4-(6-fluoro-l,2-benzisoxazo 



ion of claim 12, wherein the 1,2- 



tetrahydro-2-methyl-4H-pyrido[ 1 



the group consisting of 
l-3-yl)-l-piperidinyl)ethyl]-6,7,8,9- 



2-a]pyrimidin-4-one and the 



pharmaceutical^ acceptable acid addition salts thereof. 

23. A method of inhibiting serotonergic overactivity or dopaminergic 
overstimulation in animals wherein kid method comprises administration 



* 
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of a biodegradable and biocompatible microparticle composition comprising 
a 1 ,2-benzazole of the formula 



-Alk— N 



v 



N' 




.R 1 
R 2 



and the pharmaceutical!* acceptable acid addition salts thereof, wherein 
R is hydrogen or alkyl of 1 to 6 carbon atoms; 
R 1 and R 2 are independently selected from the group consisting of 

hydrogen, halo, hydroxy, alkyloxy of 1 to 6 carbon atoms, 

and C alkyl oi[ 1 to 6 carbon atoms; 
X is O or S; 

Alk is alkanediyl; kad 
Q is a radical of formula 



->8 




wherein 

R 3 is hydrogen or alkyl of 1 io 6 carbon atoms; 
z ^ — S— , — CH 2 — , or — fcR 4 =CR 5 — ; where R 4 and R 5 are 

independently selected frbm the group consisting of hydrogen 

or alkyl of 1 to 6 carbon Woms; 
A is a bivalent radical — CH 2 4-CH 2 — , — CH 2 — CH 2 — CH 2 — or 

CR 6 =CR 7 — ; where R 6 aAd R 7 are independently selected 

from the group consisting <^f hydrogen, halo, amino or alkyl 

of 1 to 6 carbon atoms; anc 
R 8 is hydrogen or hydroxy I; 
within a polymeric matrix. 
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24. The method of claim 23, wherein the polymeric matrix material of 
said microparticla is selected from the group consisting of poly(glycolic 
acid), poly-D,L-laotic acid, poly-L-lactic acid, copolymers of the foregoing, 
poly(aliphatic carftoxylic acids), copolyoxalates, polycaprolactone, 
polydioxonone, pom(ortho carbonates), poly(acetals), poly(lactic acid- 
caprolactone) , poljrorthoesters , poly (gly colic acid-caprolactone) , 
polyanhydrides, albunfin, casein, and waxes. 



25. The method of ^laim 23, 
about 35 to 40 wt. % of kaid mic 




herein said 1 ,2-benzazole comprises 



icles. 



26. The method of claim 23 jf wherein said microparticles range in size 
from 25 to 180 microns. 



27. The method of claim 2B, wherein the 1 ,2-benzazole is selected from 

the group consisting of *-[2-[4-(6-fluoro- 1 ,2-benzisoxazol-3-yl)- 1 - 

piperidinyl)ethyl]-6,7,8,9-tetr4ydro-2-methyl-4H-py 

4-one and the pharmaceutical!? acceptable acid addition salts thereof. 



